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(57) 

Compound* of formula 0) (wbcftifl v&riibk poupf «x« w 
deftwd wtthto) phflirnaccimCTHy WoapUbfe toll* loJvftw, 
90*vibas of such ^^predrt|*ito**ifimfl tarm at 
c5»k*tenjl absorption InhiMwi* fef xb# Mbnert ofhyper- 
Uptecinb wo described, foo&tct fbr tiwtf ttOamn 
and ptonnBcmikal cowpujhton* mnffrifting tan m tli» 
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-continued 



l.A 



offbanoh (Qi 



my! group may be optionally ettotitated by one or 
two jvMituana fctocted from bsJo, tydOty, 

R* Is bydrogpa, alky I, halo, Cj^ikoxy or C,. e 

R* is hydrogen, aBeyI« halo or C^altey; 

R* is hydrogen, C l-fl alky], or wyiC^ alkyi; 

wbarvin K 9 abd R z may form a rfcg wilh J-? owboo txotts 
«d^h«wR c axidR 4 m^foimarii«widj3^eHttkjfl 



or a pt wancnttfie ally aoaptafclt salt, eoHate, corvafte 
of web a sah or a pfodrig AmooC 




whereto? 

R 1 is hydrogra, C^alkyl C J-< cyckialfcyl or wyf: 
wbcrcm said C j^aay* toy opuoasHy subrttoled 
by oho or more hydro** arnioo, jpaaidiao, carbam- 
oyl, tasfeoxy, C^tfalfcoacy; N—<C l ^alM)wilno, 
N^Cj^aD^O^ftmliw, CpC* alsykarbonylamlao, 
C, alkylS(0) a whwvia a is 04, C JiD cyctoaIky] or 
my]; and tvterein ayl group may be optionally 
snfasttattd by one or two substfcoeus salaotod from 
halo, hydroxy, C^Si^X or (^.^alkoxy; 

R a and R 5 mc indeptiodatHly hydrogen a franchetl or 
imtrfwichfld C^kyi * r^cyctofllkyJ or aryl; 
wherein laid C^elky) may bt> upiiacaily substituted 



Wjth lhe proviso ttWT Mid OOOppond » not 3-(R>4- 
(R>l^coyI>-1^4,Aiofopli^ 

droxy^ylloHife™yWalhyl)oart«n^ 
phtcyl]BZ«ltfm-2KHie; or 3-(R>4-(R>-3- 
-fiwrophoay1)-2^dro^y?tDyls«li 

edtfl]c»r©aniayi}bcn*y*)^^ 
phcayl}aaei3dio-2-ofle. 

- A COttpOU&d 0/ fonuulo (12): 




{&rctt 




03 



by oaa or more hydroxy, sroino, gpQftMtafr cyano, 
w coitamoya, ctreoxy, Ci^aftoxy^ .fflL Ci^tlfcoxy, 

^ (C.^^N^^filkylJoMla^^^C^y}) 

7 iBumo, C^^alkylS^)^ C^cyofiaWf *i or aiyt 
d.e alfylSfb)*, wherein e 0-2, and wtarwn any 



R J is hydrogen, Cj^&yi, C,^?y«loalkyl or wyl; 
wllttTia ^idC l . < ^yl maybe opo"oc»fty fufcttiuned 
by oao or more hydroxys Binhx>. guanifEno, Atbtoi- 
oyl, wboxy. Ci^ilkoxy, N—(C I ^afl<yJ>infao P 
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V» lmlo,li>«liw* 
^ R»wdR J irelii 



C jilfcylSjO)^ wfcfttia a* Is <W, C^cyeloolkyl or 
aryj: aid wLc^n ouy aiyl group racy bd optionally 
cukii ww4 "by oft* tir two Kufciiiuems stlecud Durn 



Independently bydroaeD, a branched or 
unbnmohod C.^alkyK C^cydodtyl or aryl; 
whorcta mid C l _ e plky\ may be opUoruiUy rabrtinrod 
by once* more hydroxy, amino, guanidino, cyano, 
cfljtamoyl, cnboxy, Cj^alkrwy. aryi C|^Booxy» 

a ama K > > Ct^QFtS^jiMcyclcMftyi, aryl or aryl 
C J4 ilfcyia^fer^lSSriiU 0-3; add Wnarem any 
aryl group may to Optional? substtead by odO or 
two snfasiiiueols selected (hm halo, hydroxy, 
C,.^Ikyl or Ci^uAsox^ 
R 3 Is hydrogen, aJkyl, halo, C 1 _ B **Ba«y Of 

R* if tydrogm, C t * aikyK talc orCs^Oooxy; 
R* fa tydrtg**, Cj. 0 alfcyi, or arylCj.o atkyl; 
T?hwofp R 1 and R a may fb rm * mfi 2*7 carbon atoms 
« Dd wherein R* and R a m ay faro a ring with 3-6 wabon 



or n pharmfcOTDrally acceptable wit, BriVM* fiorvate 

of iuah iidiari prodrug thcrec ft 
*riih its proviso that Mid compound h oat 3^R>4« 

(p)-l-{phenyI)-342^4-0ufi 

yKblphairyHlMN^ 
droxy)eifayl}caibmioybnotnyl ) oiubankoynnedio^) 
plienyllwsrtdJn-2-ooe; or 3-(RH-(R>- J -(ph*nyl>3 * 
[2^4-IUlorop]|^ 

emyl]cBrt«iKtyl}r#o^l)^^ 
phesy] }azctld ln-2-ono. 

3. A compound accon&ng u> okdm 1, whsrsia: 
R 1 is hydrogen or phenyl. 

4. A compound according to claim 1, wbercini 

R 2 is hydrogen, ft baBcbed or tmbranched C^alkyl, 
C^cydoaOcyl craryfc whcraln said C^^Dcyi may be 
optsOMlfy wbstHutod by one or more hydros amino, 



. Q.^aDryiSOd^Q^hfirdn a b 0-2, C^cyckaikyJ or wyh 
tad whereii any aryi group msy be optionally aubati- 
toted by hydroxy, ftHcyl, alko*y or cyano. 

5. A compound according n claim 1, wherein: 
R* is hyrirogan, C i <C 3 aKcyl, halo or mefhoxy 

6. a compound according to clwm l > wherebv 

ft 3 19 hydrogen, rotsmyl, chlorine, fhwrina, C| ^ alkylS t 
or mdthoxy. 

7. A compound pocojdmg to chum 1, wherein: 
R 4 is hydroxen Or halo. 

& A compound according to olwm X 1 
K* b cWorine orih»nfia 



9> A componod auourdug to obnn 1* wbercmj 
R d tl ttydrogen. C r ^ oflort, •ryK: l- ^lkyi or R* rod R a 
fhrm o ring with carbon atoms. 

10. A compound according to claim 1, wherein; 
R 1 U hydrogen; 

R. 2 h a bmncbed or unbranched C'u^Hryl, opUcfiaDy 
snbttiuitud by a C^cycJoflfcyi, alkylS-^ aryl opdon- 
ftJly mbsttmtod by hydro >ty or cyaoo, amloo, N— (C|. 
aalJcyf)amipo. N T N— (C,. f dkyl) a '<irarao or aryl 
aikyl^O)^ wttanin ivM; 

R* tod R^nce halo; 

R* ii hydrogen or aOyl; and 

R^ 15 >ydiogon. 

11. Qfl» or moro cufnpouods ohwsa ftco>: 



cyl^2-hyiwry«tfay F]Aio} ^w>j^W^-yI)pbetayKy] 
aoctyi} K^oyl-T^»«c^-CMytoift; 
1 <4-t1o onmh c a> i>3<R>fZ<4-flDoro 

btwy)cOiyr]«^>ari»oyimiJ^ 
phenyl }azelldln-2-ono; 

N-^IHpK^ KH ^4-ih»ropbCTyJ)^-{[2^4^orophc- 
iryl>2-hydroxy^l]sliio}^xoflzet^ 
«wiyl}giyoyl-l>vaiine; 

N-{l4<(2R,3R)-H4-flajrophom/r>3^p 
iyl>2-hydrosyedyi|mio}HM^ 
*ocryl}giyoyl4>^yrosinai 

KMr4<(^^R>-1^4-tooro|lh^)^-{C2^-^^ 
nyi^lrj^droiryciliyqchlo}^ 
8cciy)}g2ycyJ-D-prollne; 

N-{t4^pR,3R).H4*mvropbony]>3-t[2^4.fli»rop^^ 
nyl)-24iydro^ciaynftio}-^^ 
aoftyi}glycyl*lystae; 

n)0 ll U3X ypibOi^])c^)thto} 
acctyl}cjyoy^-I>-vtiline5 

r^{[4K(SR^R)-H4-niS2rOphcnyl>3^[2<44fo^^ 
ny])-2-)r/toxytinylTfhio}'4^^ 
iinctyl^glycyi^^nir/lnQrleDcme; 

^[4-C(2R^R)-r^FhKwn|ftciy]>^|t2<4-lhR^ 
j^)-2*hydroxy**hy^ 
»«=Jyl} ^cyl^*»ih>i-LKiytnEiiie; 

N^4<(2R,3R)-K4^iloraFh^l>H 
nyl>2-hyoroxyothynd^H^t^^ 
acetyl} grycyl-S^yoWwKyl-O^lBmae^ 

N^l^^^RJ-l ^4-ftiorophHvJ>34 p^-mroropoc. 
a^Z-hydroxyistyl] 

iryt^hydro^c<Dyi]ftb ) fl om ia im 1 rf i n »2-ylJphqK»cy) 
acaryl)s2y^-4HzifriM&cma; 

N-{[^(2r^R)-l 44-Fh»roph^r^ 
nyl V2-h>*oaryc*hy q thte } ^-«wM»bdiB-2-yl)pheii*)cy] 
BCOiylH ^alanyU^-valine; 
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nyl)-z-iryflTgyy«hyl}u^ 

N*{l*«2fc3R)-l -(4<hlaropb«iy0->{f 
iry!)-24Lj*Iroxy*DyJ)o^}-(^^ 
ac«^}glycy3-3-»«hyl-D-vafifle; 



Jaminq, d^IIcyl^O^ where* a is 0-2, Cj^cy- 
oMkyi or oryl; end wherein any aiyl group may be 
opTtonaDy substituted lay dim or two lufatitoeate 
laJccted from halo, tydiwty C l ^ftyl or 

R 1 find R s ere iiricgqideafly bydzogan, a branch*) or 
ntondkcd Cj^aDsyl, C^cyclmlky] craryl; wbereio 
wW Cj^ikyJ may b» optioaaHy anbrtitated by one or 
mon hydroxy, amino, gnanfch'prr,, outanajyl* cartxDry, 




ec^l}gJycyV^-nflriiii^ 

*H[H(2R3R>l<*41«ii^^ 
nyJJ-Mjyio^eihynfto^ 
acery] jgJyijyt^-mabyl'D^Bfle; 

N*{[4-((2R4R)-I <4.fl»DropbaTyJ>^^ f wt^ 
nyl)-2<4iyt3roQryet!3y)]ihfo^ 

ring; 

iyl>*4iydrn^ciJryTjThlo^ ^ 
acetyl gtyoy|.N l 2 dimeihybMws; y^fc ^ <(v * 
N^{44(^3R)-l-(4-PItto*^ 

flyO^^b ydroa ff edy llito 
*£efyl}gJycyl^*-rr>o%Ib^^ 

ny0-2-hy*Wy€2byJ}th3o}-4-^^ 

ny0-2i)droxyedv]ltlira}-4 

12, A compound of the formula (XV) or bydiofysabie 
mm or amJd*s iton 



coo 



V 




mo, N^KC^JJ^IW^ C IH ^1S(D) 

y u an«J wfc**cifi any oryl group may be optionally 
by one or v*o ribi tituwto Defected frea 
bio, hyttoxy, C l _ 6 aflcyf or C A ^*fltoxy; 
R* If hydros**, vlkyl, bato, C^Dcrey or C M 

R* is hyflrogori, C,^ alkyt ^ak? or Ci^altott; 
R< iA'hydrbftOn, C 1<0 alkyV or AryJC,., aftyi; tod 
R 7 Wan hydroxy group or a aifctnty gro&p; 
wherein R J and R*nwy torn) & ring with 2-7 carbon «omc 
andiwhercin R 8 and R 4 may form a ring with cvbon 

or a phwwo&uiically aoeeptabto *»k, torvate, solvate 

of ructf a sail or a prodrug 1hmo£ 
with ibo provieo" duic Asdd compound ii oot 3-(aH- 

ybo^^lH-t4-WW--t(^) — K<*rtkoy>s2. 
(hydroxyjflthyl) 

csfbam<^tm«&y1 roMtemoyloiedttxy)pharyl] 
azctkfin-2-OB^ or 3HKK<R>1 Kpb«=ayD->P-(^ 
QuQfophcnyl>7 -tydiwcycthy^pbaflyiH- {4-[N— 

oacfaanoyl |bejtx^)cvrb9nioy1iiicdM)9Q^] 
pteoyl}fipctJd£r>2-ofi£i 
13, A motfwd of Iradng or pievmikig a hypcrtJpWcniw 
condition COfnpCMiag the administration of an afleotivo 
afluranl of a compound ttccordiogtt> claim 1 to* mammal in 
nted thereof. 
14* A attftod of raiting or preventing j 



compnTOt^ Ac odminiaErallon of an effective 
Compound according BO Chim 1 to a 



ofa 



R l is hydrogen, Cj.^nlkyi, C^cycloalkyl or aryh, 
whfidji C x ^^i may be opikmaQy au^fftimted 
by one or more nydroxy, imtico, gnamdfeo, caztum^ 
cartacy, Ci^nifaixy, N— (C,^Bcy1)amxoo, 
^o3W)a<«mino, .C,-C, alkyioaAony- 




15. A method for treating or oiwamiQg fifrfaaxa' 
disease eqmpfiuing ihe admiidatiatipn of an effective amount 
of aeounpomd acconiwa to clftutt 1 to « mammal vo need 
ihaioofi 

IS. A method for iieating or pfivfodog a ctolesiAoi 
utvo&sK&d lumof compdsios the adminxftratioQ of an effec- 
tive trnvmm of a ooaqKMna! according to dtitn 1 to ■ 
mammal In tiMwt 

It- A phnrmacautka] Ibdmufadoo cnamriafag a> com* 
pound acepnUn^ to ckim l in e dmpflnre a o&am»- 
eaUeally aoceptablo wfloviav fihieni to^nr caste 
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l9i A combination of o conpfNwd according w forarola 

(0 



QH 




R 1 it hydruflttL C^lkyl C^cyclcwjJVyl Or aryl; 
whmuiii mid C^^glty! may be optKroaUy «riwttortod 
. ^ ^ by gsm or more hydroxy, amino, gumkfioa. carfwo 

^ VI 7 KN^i^Q^iiiD^ Dll^US^lBiDin, 
|[ ^ TfflWPU whweta a Is 0-2, C^^cyoloilkyJ or 
i £f£ wad whordn my myl group niay be. optionally 
I BttlmJuHfid by OAD Of two ntaiKUGms vdctf «ri Tiow 

^ faflto i Wnnjyi Cj.a»Jky1 or Q*lkoxy; 

R 4 and R 5 am fndapejftdfttfly hy&Spn. * branched or 
ttnbnniched C,^alkyl C^cyotoaiky] or aryl; tvbefdn 
sskl Cp^Ayt may be optionally eabsiinmx? by CDe or 
molt bytffcay. amino, e^««£nu, cyam>, niaterfiuyL 



<C I . ft rfkyl>xnino f N^^^aflcy^amki^ 
C^^attyEtp)., Cj.^rdwalgi, aryl or iryl C,^ altylS 
(0)„ whendn a is 0-2; wWsifl any aryl grcrep n»y 
be optionally subototcd by onp or two cubs&ucois 
sdoolod irco. fca)o» hydroxy, Cj^ailcyJ or C^^tUooxy; 
R J Is hydroga*, aikyi, Jm20j C|.^0ococy or C t< 
xtlcylS — ; 

R 4 ifl -hydrogen, Ci.^aOcyl, halo or C^flsxy; 
R* la hydrogca, C,^ rfkyi or mytC,^ atkyl; 
wbofuin ft* and R 5 may form o ring with 2-7 carbon Moms 
«td wbrawi R* end R* may form a rfjifl with 3 4 CtfrbOD 

•irons; 

Or Recording K> fo^wfe (12) 
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Wl R* d b hydrogen, c^^lfcyi, C^cypbaltyl or arytt 
wherein arid C ,atJcyi may be optionally rabstitufcd 
by one or nioinbydnflty; amino, gimnidhio, cazbam- 

wherein ale 0-2, C^cyetoslky t ur aryl; md wherein 
Bny«nr]Bnjupm«yb«optlon«Dy wbctftited by one 
or wro fntoahuents selected from h«kv hydroxy, 
C t ^dkyl or C l-6 eA«y; 
R* md aw utfepetttafr * msncfafidor 

pnbrmcbgd C^Qcy) 
. C^cyvloalkyl or aryl; wbajaln uld C^alkyi may be 
optionally tubrtrtuted by one ar pinna bya«flQymhw* ( 
Ci-J ^?°w4ft»« carbamoyl. arb^./nj^Vkoxy, 



artf or <tiyl Cj^ a!kylS(Ok whc*=in a b 0-2; and 
whortin any oryl group may be optionally jukutitnicd 
feme or nra mbstmretfj aatooled from halo, hydroxy. 
pQcyl of£?frkcvy; 

b hyMBBA, al^t halo, C J-# iJfcoxy or C",_ 6 
alcytS ; 

R* b hydiogaa, C 1H ,dkyJ. halo or C^IkOXy: 
R* b hydrogen, C« aftyl orwyJC^aBcyl 
WtoabR* and ft 3 may fbnn axing with 2-7 carbon atom* 
aid wtodn R* and R 1 may £xm a ring wim 3-6 carbon 



(0 



wiih a PEAR alpta author 
19. A cmjjtbbaiiiaB of a compound 



C^Ikyl, G^cftloalkyl or aryl; 
C&ky] hwry brtpflonany amtflmmad 
ottnjiQ, £oaniotflO| oajjhn- 
,Adkoxy 4 N •<C l4 aJkyl)ftvDQO v 

of at 




any aiyl group may be Optionally aubsthntDdby one 
or two wtetitucotB Klwtod Itam halo, hydroxy, 
Cj^alkyl orCj^altoxyi 

R* and K* are iadeoendcnlly hydjpgen, a bfuohad or 
unhranriwd C^&yl Cj^cycfoalkyi or «yl; wKorcin 
said Cj.eiltyl may bo optionally ftubrimad by One or 
mora hynoiey* amino, guantato, cyano, oarbanwyi, 
narWy. C,„tafittty, wyl fcjMaaxy, fc-GASJ, 
N (C,^3l>mino«i >RPWC|^BcyI) z Bmino i 
d^kylSCO)., ciy^oaHtyl. aryl or my] C 1-fl afaylS 
(C)), wherein a b 0-2; and wherein any aryl group may 

he ciprirmdly lubltiTUIftd by Ofl& *r Iwo fiubstiraenn 
tefecrcd than hairy hydroxy, C, jtofl or C^fcnieyi 
R 1, in hydnigen, ulkyl, halo, C^lktfiy or C l-d 
aftylS • % 

R* b hydrogen, C M aSgrl halo or C 1 , s eikoxy; 

R* b hydrogen, C iU alky], or arylC^ aflcyft 

wherein R* and R^may farm a ring Wi til 2 '7 carbon nam 
and wharom R* and R* may fizm a ring with 5-6 carbon 
atoms. 
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O R 1 B? D 




wherein; 

R J is hyi 



C Ja# aJky], C^cydoidkyl or 
I may be optionally tiibstftuted 
by one Of mofejjydrroey. amino, ffttaidiao, cartwan- 
oyi caibnicy ^.^altaicy, N— <Cj^80Qrl>umDO k 
N > N-(C,. a SBgrt) a mlno, Ci^^lkyicarbooylacnjno, 
C^BtkylS^ whexcm a li Dil-Cji^icyolosftyl nr 
aryl; and wherein any jry] group nwy be optfoaolly 
fubrtlwtcd by one or two adbstirueow ttkasd irem 
halo, hydroxy, C 1 ^ftDfyl or C I _ G afto^ 
R* aad R* are Indapeo dcfltifrf hyttagea, ft hfanghtd Of 
uahrmcfafld C lJt an>yt C^ycloalkyi or aryl; 
whamAn uld Cu*M may be optfonalry ribsttatod 
by one or more hydroxy, 6nrino> ymadaio, cyans, 
cwtJtawyi cwtwxy, C^ctknxft sryl C^Ikoxy, 



a) rweting a compound of formula (D> 
with a compound of Jbcawra 0D); 



O R 1 R* O 



alkyfc^D). wherein a fat 0-2; and whereto nay 
aryl gr«a> may be optkuaHy nftofaiaai by am or 
two itibtkucaiia elected from halo, hydroxy, 
C^^aflcyi or C l-B aJk»xy; 
R 3 b hydrogen* aikyV halo. C^Bcoxy or 
- aikylS 

ft* is hydrogroi. Cf* aBcyl halo or C |a gsJfao*y; 
£ R # is jJKjfW c *-* Vty or arylC^ aUeyJl 

^htreixKl^Jpttl R 2 may farm a ring with 2-7 carbon a^ofjm 

atoms; 

with an HMG Co-A reductase Inhibitor. 
20. A process Jbr preparing, a ecoapouDd or a phannaw- 
cically acceptable sail, toKofe* schw of racb a sail cr h 
prodrug thereof comprising: 



b) reading an ectd of formula 0V> 



crv> 




» » 

\ i ■ 

4 ' h 



' .1 



4 



or an ACtivaiod derivative liorfioJ"; 
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g) Do4tA£rfyit$ ft ooapooid of ftwmvli (XIII) 



wherein rne graap C(0)OH is an error group; and 
wbenia: 

R' li tybopen. Cj.pilkyL C^cycjoa&yf Qr my\ Wbcarcin 
•aid C A ^ilfcy] may he optionally sifcemuced by ono or 
fflofp Uyftoxyi >™iiio, gcanidinD, cwowitoyl, carbcucy 
Cj^dfcswy, N— (C i _ 5 «iDQrl)anuno, N^C^alkyi) 
^amino, C,-C a alkylrarbotiytamino, C, JalkylS(0) # 
whc™ • b 0-3, C^-cyctosiyl of ftiylj and wbertin 
any aryJ muup may be optionally jqaaitortod by one pr 
iv*o tsdbsdTOMsa flftkxrtd from hala, hydroxy. C^Ikyl 
or Cj^o&Dfioxyj 
R a and R' ii* ixzdapsadantry hydrogen, i bamdtod or 
TfflJmmohDd Chalky I C 3 ^cycJo»0cyl or aryl; wherein 
said Qjalkyi nay bctjptk^lly trtbttiTiaad by OA* Ot 
moi* hytaiqLainmo, goa&jjdiiiQ, cyan©, «rtmaioyl, 
ciit^^,3pajjty f aryl C^ifltoxy. (C.-CJ^Si. 

G alkytSCO^^.cyck^Alkyl aryl cr aryl r,^ alkylS 
(D)^ whfcpcln a\n>-2; and wherein «y aryl group may 
hfi ontinnsily annotated by ou or two wbttfojettt* 
teloefed fitom halp, hydroxy) C,.« olkyl^ or C,^»Po»yi 
R* 5a hydrogen, uDcylj halo, C im jflkaxy or C, ^ oDcytt--; 

id bydrogan. alkyt, halo or C.^alkoxy; 
R* la hy<feog»n, C UB atkyj or arylC^ afcyl; 

?rtaofo R, 5 and may form a ring with 3-7 carbon OltaErS 

and*1icrcu R?aodR 2 ouy fomimriogwiihVtfttBboe 

atoms; and 
L is a disjjiacoble group; 
Bud. thereafter aptxmaQy: 

Ococv«tkg a compouaJ of ^Ibncwla (I) into vnotfafr 

eompotmd of th* fbnmilj Oft 
H) rantovtng any p?otE£tfog group*; 



iH) fbnnJitg a pfaafraao gmteaM y nccepmble a! 
solvate M¥uch a salt or a piwbvg, or 

ivy separating two or morc<cnatitioiDeni. 

71. A moiled of trtatiiig ctf prtvcdlog a hypcritpMemlo 
iwnrtifion comprising the idmJnUwka of in elective 
amount of a compound icoontiog id olaim 13 to a mammal 
In naad thereof, 

32. A rnenboJ of, treating or fwevmiqg attaerosdaoas 
comprising die administration of an effective amount of a 
campotmcl according to data 22 to a mammal m need 
manofi 

23. A memod foe treating or piovtatoift Afctemets* 
dtfeaaa oompnsmg HdnBDiftPttofl of an e flae n iV e amount 
Of a COmpotmct assorting to datw J* U> a mammal zd need 
manof. 

24. A method for treating or pnANsorfng a choleraic) 
associated rumor comprising, the adntfnjttratfcra of an afo> 
Uvu amoum of a compound aooofdug 10 claim 12 to a 
wmiwiwh I in obod inoxooL 

35. A pharmaceudOAl Ibimulatlon ootnpHrfnp a «nn- 
ponnd aaoonspg to Mm 13 i" odmhnun; with a nharaifl- 
oauticaHy accqrtabk adjuvant dfluo^ and/or cmncr. 

26. A proocHH accotding to daim 20" wfcertto L It a 
halog en or sulphaayloxy grot^p. 

27. Apfocc*f accordiflg to claim 2* wnarrinL if a objofo, 
bcofflo^ dftorliBSBMllpnonylooty or tomana 4 rolpboirylooqr 
group, 

1$, A piPC«a according to claim 20 ivtenn 4« C(0)OR 
aster group b nyttboxyoaifcooyl, amoAyvaii^wyL t-btttoocy- 
carbouy]. or 00977 k^ozbemyt. 
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Id the Claims: 

The currant status of all claims is listed below and supejwdefc all previous lists of 

claims. 

Please amend claims 1-20, and add new claims 21-28 as follows, 
1 . (currently amended) A compound of formula (I); 




CD 

wherein; 

R l is hydrogen, C\ sfilkyl, Ca^cydoalkyl ox aryl; wherein said Ci-calkyl may bo 
optionally substituted by one or ignore hydroxy, amino, guanidino, carbamoyl, carboxy r 
Ci-ealfcoxy, AT-(Cj-6alkyl)amino, N t W^C T -Galkyl)2amino, ^€& iiIk^ea*Kmylamin » C^-Cg 
alkvlcaib<mvlaiTiiiio. C XJS alkylS(0) 4 whemin a is 0-2, C^ycloalkyl or aryl; and wherein any 
aiyl group may be optionally substituted by one or two substituents selected fcm halo, hydroxy, 
Q^alkyl of Ci^alkoxy; 

R a and R 5 are independently hydrogen, a branched or unbmnched Ci-6fllkyl, 
C^cycloallcjl or aryl; wherein said C^alkyl may be optionally substituted by one or more 
hydroxy, amino, guanidino, cyano, carbamoyl, carboxy, Ci^alkoxy, aryl Ci^aHcoxy, (Ci-Q)jSi> 
^ AKCi*alkyi)ai^ fii^BwtS^C^lkvlS^QV C^cydoalkyi, aryl or 

aryl Cj^ alkylS(0}^ wherein a is 0-2; and wherein any aryl group may be optionally substituted 
by one or two subsrituenta selected from halo, hydroxy, Ci-&alkyl or Ci^alkoxy; 

R 3 is hydrogen, alkyU halo, Q^alkoxy or C } * alkylS-; 

R 4 is hydrogen, CWalkyl, halo or Ci^dkoxy; 

R 6 is hydrogen, d^alkyl, or arylC w alkyl; 

3 
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wherein R s and R 2 may form a ring with 2-7 caibon atom* and whereto R 6 and R 2 may form a 
ring wilh 3-6 carbon atoms; 

or a phaimaceuticflDy acceptable Bah, solvate, solvate of such a salt or a prodrug 

thereof; 

with the proviso flirt said compound is not 5-(R)-f(R)-l-(phen^3-f^(^ 

(hydray)ethylJcarb3Woy^ or3-(R>4-(R)«l : 
(phedyl)-3-[2K4-fhorophedyl)-2-hydro 

2-(hydroxy) ediyljcarbamoyi } b^iz^)carbflnioylmftQioxylphcnyl } azcrtidin-2-one, 
2. (currently amended) A compound of formula (12): 




H I Fr R 8 



02) 

wherein: 

R 1 is hydrogen, Q-*alkyl, C^^cycloalfcyl or ary); wherein said Cusalkyl may be 
optionally substituted by one or more hydroxy, amino* guamdino, carbamoyl, carboxy, 
Ci^alfcoxy, WCj«aJkyi)amino i //JV^Ci^alkyI)2aOTno l GyC^ji ^oaibonylQniino C^Cfi 
^iipYfi^t^TiYl a fTiinft 1 Ci^alkylS(0)i wherein a is 0-2, Cj^cyoloalkyl or aryl; and wherein any 
aryl group may be optionally substituted by one or two substituenis selected from halo, hydroxy, 
C|.«alkyi or Ct^aUcoxy; 

R 2 and R 5 are independently hydrogen, a branched or unbranched Ci^alkyl, 
Cvecycloalfcyl or aryl; wherein said Ci^alkyl may be optionally substituted by one or more 
hydroxy, amino, gnan&ino, cyano, carbamoyl, carboxy, Q^alkoxy, aryl Q^alkoxy, (Ci-C*)jSi, 
iV-(C 1 ^alkyl)aiaino, tf.AKCi^jalky^ r. nT1wlfirO\ T C^^ aryl or 
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aryl aDcylS(0) aj wherein a is 0-2; and wherein any aryl group may be optionally substituted 
by one or two aubstituenta selected fiom halo, hydroxy, Chalky! or Ci^alkoxy; 

R 3 is hydrogen, alkylt halo, Ci^alkoxy or Ci-e alkylS-; 

R* is hydrogen, alkji, halo or C l^alfcoxy; 

K 6 is hydrogen, atkji or arylC u alkyl; 
wherein R 5 and R 2 may form a ring with 2-7 carbon atoms and wherein R s and R 1 may f onn a 
ring with 3-6 carbon atoms; 

or a pharmaccutically acceptable salt, solvate, solvate of such a sail or a prodrug 

thereof? 

with the proviso thai said compound is not 3-(R>4-(R)-l-(pheoyl)-3-[2-(4- 
fluorDpheayl>2-hydroxy^ 

(hydroxy)eftyllcfljbamoylin^ or 3-{R)-4-(R>-l- 

(pheayi)-M2<4-fluorot^ 

2-(hythnxy) etoyl]carbar»oyl}beto)d^ . 

3. (currently amended) A compound according to claim 1 wherein; 
R 1 is hydrogen or phenyl. 

4. (currently amended) A compound according to any of (ho pmcw rt ing riflimo cfafal, 
whetcrni 

R 2 is hydrogen, a branched or unbm&ched Ci^aDcyU C>$eycioaIkyl or aryl; wherein said 
Ci^alkyl may be opiionally substituted by one or more hydroxy, amino, acylamino, 
Ci^altylS<0) ajrjheacwn a is 0-2, C^cydoaDcyl or aryl; and wherein any aryl group may bo 
optionally sOTMWted by hydroxy, alkyl, alkoxy or cyano. 

5. (currently amended) A compound according to aav of fe» p»q ofeff elma claim 1, 
wherein: 

R 3 is hydrogen, Cj-QaHcyl, halo or methoxy- 



5 
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6. (cpimnly flmrti 1 ? cd) A compound according to <**y *f ft™ pmnnftnf aam nighm J 
wheitln: 

R 3 is hydrogen, methyl, chlorine, fhiorioe, Q-« alkylS> or melhoxy. 

7. (currently amended) A compound according to any of ft i piwdfag otekBft ^ m 1 
wherein: 

R 4 is hydrogen or halo, 

8. (currently amended) A compound according to any of die praodlag etefaaft clafanJL, 
wherein: 

R 4 is chlorine or fluorine. 

9. (currently amended) A compound according to oay-of the prao e ding o Maae claim 1. 
wherein: 

R* is hydrogen* Cuftlky^ftrylCi-eallc^orR^flndR 2 f onn a ring wi th 3-6 carbon 

atoms* 

10. (currently amended) A compound according to claim 1, wherein: 
R 1 is hydrogen; 

R 1 is a branched or unbranched Ci^alfcyi, optionally substituted by a Cj^cycloalkyl, 
aDcylS-. eryi optionally substituted by hydroxy or cyano, amino, N-CCi^alkyfyamino, 
/V;iV-(Ci^alkyD2amIno or arjd Cm aBcyl^O).. wherein a is 0-2 

R 3 and R 4 are halo; 

R* is hydrogen or Cm alkyi; and 

R* is hydrogen* 

11. (currently amended) One or more compound* chosen fiomi 
N-([4^<2R^R>K4^orophenyl>3-((2-(4-fluoiopb^^ 

oxoa«etidin-2- jl)phenoxy]acetyl Iglycyl-I^-acetyl-Wyatae: 
l-(4-Huort>ph<ttyl^ 

6 
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(phenyi)-I - (RHcartK)xy)ethyl}cart)amQylmefliyl } cartjairoylniethoxyJpliBnyl } azetidin-2-siis; 

tf-{fH(2R3fl-M4^uan^^ 
oxoazeikfin-2-yi)phenoxyJac^ 

/Hr4-((21WJ0-M4-nu^ 
oxoazetidin-2-yl )ph enoxyjacetyl } glycyl-D-tyrosi ne; 

N-{[4-((2Il3K)~ 1 "<4^fluorophenyl>-3- { [2-(441iK)rophenyl)-2-h ydroxyethyi] thloH- 
oXo^C^w^2'yl^^c^y)ac&tyl }glycyl-D^proIinc; 

tf-({4<(2*3/^l-(4-n^^ 
oxaaz£tidin-2-yi)fdicnoxy] acetyl glycyl-D-lysinc; 

M{[4-((2ft3J04-(4-fluc^^ 
oxo*2*iidin-2-yl)ph<^^ 

[4-{(2^,3«)-l-(^niaoropheiiyl)-3.{ r2K4-fliiorophenyl)-24iydroxyettiyl]thio}-4- 
oxoazetidiD-2-yl)phcnoxy] acetyl }glycyl-2-Tmtylnorteucine; 

AT- { [4-((2ft;y*H-(4-HTOrophra 
oxoaz^dto-2-yl)pheiKW0l acetyl }^ycyI^-methyl-L-cystdiie; 

tf-{[4-((21UJ^H4^0K^ 
oxoa2«ridiii-2-yi)pheQoxy] acetyl Jglycyl-3-cyctohexyl-D^laniije; 

oxoazetldio-2-yl)phenoxylae^yl } glycyi-3^cyt^ftxyl-D-alanine; 

JSM[4-((2ft,3/0-M4-flu<^p^^^ 
OXOa2CtJdlo-2-yl)phcnoxy]acetyl }glyi^l-4foEliiyllradDe;) 

jy-{(4-((^3f04-(44Q^^ 
oxoazetidm-2-yl)phenoxy]*cct^ 

M{[4-((2R,3ft)-l-(4-fluorophOTyl>3-{[2-bydxoxy-^^ 
oxoazfitidiii-2-yl)pheiK>xylacetyl Jglycyl-D-valine; 

W-{ [4-((2/?,3«)-l -(4^hlon>phenyl)-3-{r2 ^hlorophenyl)-2-hydn)xye8iyl]fhic }-4^ 
oxoazctldili-2^yl)plienoxyjacetyl )glycyl-D- valine; 

//-{ [^((^^/O-K^-chloroiAeiiyD-a-t [2<4HXh!oiOph«^l>2-hydroxyethyI]fliio 
oxoazetid&n-2-yl)phenoxy]a£ttyi )glycyl-3-methyW>-vallne; 
. tf-{[4-((2*,3JO-l-<4^^ 

7 
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oxoazetidin-2-yl)ph«3cixy Jac^tyi } glycyl-3-(2-Daphthyl)-D-4laiiiiie; 

oxoazeUdin-2-yl)phenoxy]acetyl }glycyl*3-raethyl-D-valine; 
^{[4~((2^3^M4-fluoi^ 



dKoazetidin-Z-yDphenoxy] acetyl jglycyl^^mfsthylbftnzyl^D -»yutekt» TYgfrWr; 

//-{[^((2R t 3JR^l^fluorophenylV3-{ [2r<4^iioj^ayI)-2rhydro>cyt^yl3thio}^ 
oxoa2x^diii-2-yl)phOT^ cysteine; and 

oxoa^idin-2-yl)phenr>xy]4c^^ 

12 (currently amended) A compound of the formula (XV) or bydrolysabte cstm or amides 
theteof: 



eMoa2^dhv2-yi)phenoxy]acetyl }glycyl«(3/f l 45 f 5/?>-3 1 4 > S t 64etrahydroxy-D Doiiwo j ae. 





0 XX. 

R 



(XV) 



wherein: 



Is hydrogen, Cusalkyl. Cs-ficycioalkyl or aryi; wherein said Ct^alkyl may be 



8 
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optionally substituted by otte ormouqhydroxy, amino, guanidino, carbamoyl, carboxy, 
— ^ Ci^oxy,^Ci*alkyl^^ 

al Vy|^||]^iy| flypno- C]^filk>iS(C^^cndn a Is 0-2. CwcydoaBcyl or aryl; and wherein any 
aryl group may be optionally substituted by one or two substi events selected from halo, hydroxy, 
Ci^alkyl or Ci^alkoxy, 

R 2 and R 5 are Independently hydrogen, a branched or unbranchsd Ci^alkyl, 
Cs-scycloalkyi or aryl; whcjdn said Ci^aUcyl may be optionally substituted by one or more 
hydroxy, amino, guanidino, carbamoyl carboxy, Ci^lkoxy, aryl Ci-6aDcoxy r (Ci^)aSi7*^_ 
(C^Ik^ammo, /y;^(C 1 -^alkyl) 2 anEdno, C 1 ^alkylS(Q) < . My r€v 4 aIkyIS(Q*^lC M afrylgfp) ^ 

wherein a is 0-2, C^ecycloalkyl or aryl; and wherein any aryl group may beopttenally. 

substituted by one or two substituente selected from halo, hydroxy, Ci^alkyi or Ci-*alkoxy; 

R 3 is hydrogen, alfcyl, halo, Ci^alkoxy or Cw alkylS-; 

R 4 is hydrogea, Cue alkyL halo or Ci-saJtoxy; 

R 6 is hydrogen, Cus alkyl, or arylCus alkyl; sgg 

R 7 is an hydroxy group or a alkoxy group; 
wherein R 5 and R 2 may form a ring with 2-7 carbon atoms and wherein R 6 and R 2 may form a 
ring wilh 3-6 carbon atoms; 

or a pharmaceutically acceptable salt, solvate, solvate of such a salt or a prodrug 

thereof; 

with the proviso that said compound is not 3-{R)-4-(RH^^yl>3-P-(4~ 
fhi0ioph£ftyi)-2-hydtox 

(hydroxy)euiy]]car1>am^ or2KRH-(R>l- 

(phenyl^3-[2-(4-fliiorophenyl>2-hydroxyem 

2-(hydroxy) emyl]<Hrbainoyl }bftnzyl)carbam^ 

13- fcnrrenQv amended) A method of treating or preventing a hvpedipid*™^ i*ww«tinrt 
hyperlrpidemic condition s comprising the administration of an elTective amount of a compound 
according to any one of claims l4e-4£ claim 1 to a mammal in need thereof. 

9 
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14. (currently amended) A method of treating or preventing atherosclerosis comprising the 
administration of an effective amount of a compound according to ony-one of claims 1 to 12 
clHiTyj | to a mammalia need thereof. 

1 5. (currently amended) A method for treating or preventing Akhcimcrs 1 disease 
comprising die administration of an effective amount of a compound according to any on e of 
claini3-4-te"4£ claim 1 to a mammal in need thereof. 

16. (currently amended) A method for treating or preventing s^st^SSSSLSSSaS^J^BSSi 
o fc ekfltorol associated tumorr. comprising the administration of an effective amount of a 
compound according to any onoof oloimfi 1 to 43 tfaim, 1 to a mammal in need thereof. 

17. (currently amended) A pharmaceutical formulation comprising a compound according 
to ftay onaof e lalmfl 1 to-4£ Claiml ^ admixture wilh a, phannaoeutioallv acceptable a^biyanU 



18. (currently amended) A combination of a compound according to formula (I) 




m 

R 1 ifl bvdregtflt. C^alkvL Coxcvcloalkvl or arvi: wherein said C.^alk^ mav be 
IttrfrfflflllY f 'foffftftd bv on* or hvdrorv. amino, gnanidino. caifaamovl cartwxv. 

^ ^^^Bc^SfOywtiaehi a is 0-2. CyjCvclnaJlcvi or and: and wherein any arvl gropp-niav be 
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lvsubstihrtedbv orie ortwo suhstitiiems selected from halo, hydroxy, C^alfcy] or 

R a and R 5 am independently bvdrogan. a branched or unbranched C l1 *lkvl. 
Ct-ficvdoalkvi or arvl: whe -*" Q fi'W PIVY fefe pr rir>1 " , "Y SBfeS&BHal hvoqearroore 
hvdrerv. amino, gnanidino icvaoo. carb amoyl, carboxv. C 1 . rt aIkoxy. and q^alkoxv. fCt-C^L 
V-rq ^ ? allev»Baoino, jVjJV^Ci^Tkvlt^aroiBO. fi^alkylSfOV tyjcvcloallcvl. arvl or arvl Ci^ 
alkvlS/Q\. wherein a is 0-2fc and wherein any arvl wood TM y hf gB&BaBt hvrm»or 
two substituents selected from halo, hydroxy, Ci-glkvl or Cngftoxv; 
R 3 is hydrogen . aftvL halo. C| fi ffltfrffiY AT r l fi gBg!S=i 
R 4 k bvdrogen. Ci^alkvl. hak> or q^alkoxv. 
ft* it tivtfrogan. C.^alkvL or arvIC^aikvli 
wherein R* aodR* mav form a ring with 2-7 carbon atoms and wherein R* and R* mav form a 
ring with 3-6 carbon atoms; 
or according to formula (12) 

R» 




wherein: 

R' is hydrogen. C^alkvl. Cv^cvcloalkvl or arvl: wherein »idCi^alkYl may be 
optionally substituted bv one or more hydroxy, p"<»A f"pnldino. carbamoyl. carboxv* 
— ^ Ctfpfkaxv. y^C^llcvDamiito, MA^i^alkvlV.ainino^C | -q i allcvl^rhATivUmtnn 

Ct-firikylSfOl. whefeln a is 0-2. C^^IomrSl^rand wherein any arvl ferott? may be 
optionally substituted bv one ortwo nibstihienta selected fromhalo. hydroxy. Ci.ridkyl Or 

R 2 and R* am lndependenqy hydrogen, a branched, or nnbrfflehfd 

11 
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PATENT 



SaaSHjfeaBai or arvi: whefoi^ai^Cj^alkyl may be optionally subs titutedby one or mom 

allcvlsro\ gfeesaa * is P-2: and wherein anv arvi group nay be optionally substituted bv one or 
twq robsti tuents selected from hak>. hvi 



droxvfc 




a bBtom Ci^ltoL late adSLaBsasE 

R 6 la hydrogen. C^aBcvL or atvlCi^ alkvl: 
wherein R 5 and R 2 mav form a ring with 2-7 carbon atoms andjwherrin R 6 and R 2 ma y fortn a 
riqg with 3^6 carbon atoms; 

with a PPAR alpha and/or gamma agonist 



19. (currently amended) A combination of a compound according to formula (I) 




m 



R ] k hydrogen. C 
optionally substituted bv one 



loalkvl or arvl; wherein ^djfcj-^ncyfflav be <£^* 
ydroxv, amino, gnanidino, caibarooyCcaAoxY^ 

4r 



ammo. 



Ci^alfcvtSfO^ wherein a is 0-2. C ?:ffi cvcIoalIcvi or arvb end whwrin anv gyj group mav be 
optionally substituted bv one or two robstitnenta selected from halo, hvdtoxv. q^alkvl or 

R* and R s me indftr^"''""'^ hwhoeefl. a branched or nnbranched C Kl allcvL 
C^cvcloalkvl or arvl: wherein said d^aDcvi mav be optionally substituted bv one or more 

12 



PAGE 20/24 * RCVD AT 7/9/2008 4:18:46 PM [Eastern Daylight Time] * SVR:USPT0-ff XRF4/1 3 * DNIS:2738300 * CSID: * DURATION (mm-ss): 1 6-32 



07/09/2008 16:36 FAX 
JUL-09-2098 15:32 



IT NO.: ASZN610M00 (101340-1P US) 

hydroxy, (TTK*- euani<fino- cvano. carbamoyl, carboyy. C^altaxv. arfl C. 




PATENT 



or arvi 



alkv^fp\ wherein a is 6.2t and whereto any and group may bo onUonallv substituted, bvomeor 
two subsdroews selected from halo, hydroxy. C { ^a\icA orC^koxv: 
R 3 is hydrogen, alkvl. halo. C,^alko«v or C H alkvlS-: 
R 4 fehvdroeea. C^alkvL halo orCudUTtoxv: 

r 6 is hydrops Qaaliai. gf apd&afiltal; - 

wheteifl R s and R* nm y form « rfop wjjrtt carbon atoms and wherein R 6 and » 2 may form a 
ring with 3-6 carbon ttomfc. 



or accorrting to formfflfa (12) 




(12) 



whereiB: 

R 1 a hvidfO^n. C^alkvl. C T <^cvcloaTkvl or arvi: wherein gfllfeAd ffigds <j£^ 
optionally substituted bv one or more hydroxy, amino, gnanidino. carbanttivl carhoxv. 

r i I'V^Y. fifcfifl tfBQlkBUna fEftrfcV*)?*™^- C^alkvicar^vlamino. 

C 1i ^HcvlS(0'> 1 wherein a is 0-2. C^valoaDcvi or arvi; and wherein any arvi pronp may bg 
ffiptifflffirifr fiabstitnted by one or two ahsS&tm Exacted from M*. hydroxy, CMlalig 

R 2 and R 3 afe ifldependepdv hydrogen, a branched or unhranched Sugfefl, 
(V^eveloancvl or arvi: whgrrin said CjjgJkyl may be optionally substituted by one or more 
hydroxy, amino wianldhio. cvano. carbamoyl, carboxv. C 1 ^caBrojcv. arvi Cjsalkoxv. fCi.C^i. 
N-(C, ff aHrvnflmTno, tt WC, fi fll1fvlV,am3no(f^lcvlSfOk. C^oveloalkvl. arvi g arvi C H 
rtkvlSf(tt t wherein a ig 0-2:- and wherein anv arvi emnp may be optionally rabrtihited bv one or 

13 
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R 9 is hydrogen. alkvL halo. C.^alkoxv or Cm alfcylS-: 

R 4 is hydrogen. alkvl. halo or Ci-rtdTeoxv: 

f£fr hydrogen. C*alkvL or andd.* alkvh 
wheieib R 5 jnd R* may form a ring with 2-7 carbon atoma and wherein R« and R* may forma 
rinp wrth"3-6 carbon Atoms: 

with an HMG Co- A reductase inhibitor. 

20. (currently amended) A process for preparing a compound of Ibmmlo CD or a 
pharmaceuticaily acceptable salt, solvate, solvate of such a salt or a prodrug thereof wh&h 
prooaoa (whoroin variabl e gronpo oro, untooj ofaqtwao - a p opifiod, as definod in fowmlo QQ) 

oomori sefrflf comprising : 

Pro0O9 9' l) reacting a compound of formula (II): 



« 




with a compound of formula (HI): 



OH 

(m) 



ftww 2) reacting an acid of formula (IV): 



14 
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(IV) 



or an activated derivative thereof; 
with an amine offoimuk (V); 




(V) 



Pr o cess 3): £l reacting an acid of formula (VT)'. 

OH 




(VT) 

or bo activated derivative thereof, with an amine of formula (VII): 



'x6 

R* R 5 
<VTD 
IS 
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p r ocess 4 ^ reducing a compound of formula (VIII): 



PATENT 




° XX, 



(vm) 



Process 5)* §} reacting a compound of formula (DO: 




-AW™ 



° XX, 



(IX) 



with a compound of formula (X): 



(X) 

wkpfftln L la a displocwhla g wy? 

P* 9 e « 99 6 )i fx reacting a compouad of formula (XI); 



i6 
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